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X.N £fe(-10#^ 3, S-O-^vy^/k^-^/W^-n-a-D-T^tViy/^-l-^ 
n^KKH^R^Bz, X=Br](3. 59g, 8. 5mmol) (DTirh— hy/Hg$e(36mL)£r 

isrut, mnx2i%mmwi,tc^ ^fmm^mvxm^tc 0 zmzuBtrxmrn 

[0100] ^®>fb^&HPLC[UV:230nm, #7 A : SHISEIDO CAPCELL PA 
K NH (4. 6mml. D. X 250mm), ^AMSrSOTC, ^ib+B:60mM KH PO 

2 2 

(50%)-Tir^hy/k(50%), pH4. O(HPO), OmL/niin] f£T##f 

4 3 4 
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0=3. 4 0 

[0101] aiSESr^A'^A'^rhV (90mL) ^$$?U JJ^gfe (13. 3g) , '^-^ 
*4A(3. 6g)SrJ!jn^80 £ CT'2^ra*#U^ o ^^£^i§LT|&5&U^ 
W*Wb 0 a?S^^^(l50mL)T*f*ttlLfc o #«/I«:7k-Ci5fci£U ^Tjcfift 
^MJ^T^MLfc^.^^g*bfc o HPLC^*f:60. 5%, a/ 0=4. 9 C 

[0102] ££>fc:, ^g»ODS*7^^nvh^77^- (600mL, 5— 40%T±h=^hV^ 

Mizxmmummfc&mzpfttcDm&MC'p-NMRftffi: =5. 7)^b 

-C2. 91g(41%)#fc(fcfcU ^M^^Il^r/W^U). 6^/^<DhV-n-y^T 
[0103] 'H-NMRCCDCl , 500MHz) 8 ppm:8. 07-8. 02 (4H, m), 7. 51-7. 36(6 

3 

H, m), 5. 99 (1H, dd, J = 5. 6, 8. 6Hz), 5. 46 (1H, dd, J=4. 3, 22. 9Hz), 
5. 30 (1H, d, J=49. 1Hz), 4. 74-4. 57 (3H, m). 
[0104] ^$c#|2:3, a -D-Ty\f /^;V-l--^^7^—Y 

[iSVjR^Bz, R 2 =H] 

1. 0M<DVZ/&/YV-n-7^;VT^l/<DT J tY~Yy;vmffl.{0. 75mL) \Z.^:U^=l 
7-:/-^4A(50mg) ^^T©iH^f3liS(|-0. 6mmol)^P^^ 

^/Wl-^n^KKlIIjR^Bz, X=Br](50mg, 0. 12mmol)(DTirt^Ml/l^ 
?&(0. 5mL)^Tb/Co 
[0105] HPLC##f :i£^B#F^te a ft^3. 8#, 3 ft^ 4 . 4£"t?&ofc 0 

[0106] ^^^m^-To ma^p/i<b^&j;5^ &mi&<Dmmz.£<9 s a ^<D^ 

[0107] [^1] 







it&m (v) 


a//3it 




MM 


6 8% 


0. 6 




MM 


6 9% 


2. 4 


7" h 7- n -yf/l'Ty^-^^A^P $ K 


mu. 


6 9% 


2. 2 




mm. 


6 5% 


2. 6 


7" l>7-n- -f^/VT V^t — "7 A ^ n y K 


7 0^ 


7 1 % 


1 . 9 




7 O'C 


6 5% 


1. 9 
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[0108] ^J$#|3:3, 5^-> ? -<^y-r/V-2-7/V^-ci- a -D-T^bV--^[^;iV;R 1 =Bz] 
3, 5-0-^y^/W2-7;>tn- a -D-T^/^^-l-^o^K [5£lII ; R 1 = 
Bz, X=Br](2. 40g, 5. 7mmol) £DMF (50mL) {C^fi?U hV^^T*>(4. 8 
mL, 34. 2mmol) , tK (3. lmL, 171mmol)^P^ N mMX30ftmMWL-tCo U 

BTxmm^m^u mm^mm^^xmmu mmm**. m^mm.^m^Y 

;Wna^)(CT»St, 85g(90%)£#fc o 
[0109] 'H-NMRCCDCl , 500MHz) 6 ppm:8. 08-8. 01 (4H, m) , 7. 63-7. 41 (6 

3 

H, m), 5. 70(1H, dd, J = 3. 6, 10. 2Hz), 5. 50(1H, dd, J=4. 3, 22. 0Hz) 
, 5. 18(1H, d, J=49. 1Hz), 4. 77-4. 60(3H, m), 2. 89(1H, t, J = 3. 4Hz 
). 

[0110] ^/&#|4 : 3 , 5-0-^^0-^/1^-2-7/^0- a -D-TykV^/^-l- («-2-v' 
ry^/v) 3^:73:— K5£V;R 1= Bz, r 2 =ch ch cn] 

2 2 

3, 5-0-^y^;W2-7/^a-a-D-77fy- *[IV;R l =Bz] (1. Olg, 
2. 8mmol)SrT'th^hy/W-C2|Hl#»iK*U^, Ti?N^y/V(20mL) fc$g$?U 
H^^/VT^d. 2mL, 8. 4mmol)^U ? fc^(v ? -ry7 P t3fc°/VT57)^nn^X7^ 
^(1. 69g, 5. emmoD^P^, ^UXimfflffiWlstio ZXllZ.2-*/T/x.fiS— M 

I. 9mL, 28mmol) / S.tl ? lH-7'h^y— /V(0. 98g, 14mmol) &Mx.^U.Xl. 5B£ 
RH*#Ufco $fe^70%t-^/H:Kn^/^^r^K^(2. SmD^Px., mUX 
ZOfrmmWUt-o ^^/Kl00mL)-eiftmb, WHUifcTk^leU ^«ESH*h 

^WwY???^ (70g, SO-lOOro^^/V-n-^^^^TiftSIb, « 
Mfl&mO. 78g(51%)^#fCo 
[0111] 'H-NMRCCDCl , 500MHz) 8 ppm:8. 07-8. 05 (4H, m), 7. 65-7. 43(6 

3 

H, m), 6. 14(1H, dd, J=4. 2, 8. 3Hz), 5. 56 (1H, dd, J=3. 9, 20. 9Hz), 
5. 34(1H, d, J=48. 4Hz), 4. 82(1H, q, J=3. 9Hz), 4. 78(1H, dd, J=3. 
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5, 12. 2Hz), 4. 68 (1H, dd, J=4. 6, 12. 2Hz), 4. 37-4. 27 (4H, m), 2. 7 
8-2. 68 (4H, m). 

[0112] ^/#0»J5 : 3 , 5-(H?^/^ a -D-77t7v'^-l-^7x-h 
[^ViR^Bz, R 2 = H] 

3, S-O-^V^^^tn- a -D-77t7^;Wl- (lf^-2—>T/^ 
f;V)^7x- HiSVjR^Bz, R 2 =CH CH CN] (85mg, 0. 16mmol) SrSfrfb 

2 2 

^W^(3mL){^^L, DBU(0. 25mL, 1. 6mmol)^Px., ^MT'lO^P^* 
#Lfc 0 ZtLfcfvtiby^^y^XO. lmL, 0. 8mmol)^Px.. ^fi-eiB#|fgjl 
#Lfc 0 K^SRSr^ntwjN/^-cttmL, ^$$Ji£0. lNi&^-ti5fc*f^L mfrfflSStT 

DSrffiTbTJn^fe, J:»tt«rSfc*U 3»?iESr^«;filb-C«IH^^Sr71mg(8 
9%)#fc(^U ^Ste-g^i^e/Wc^U 0. 4^/V<DDBU£r^Ti-3) 0 
[0113] a H-NMR(CDCl , 500MHz) S ppm:8. 07-8. 02(4H, m), 7. 51-7. 36(6 

3 

H, m), 5. 99(1H, dd, J=5. 6, 8. 6Hz), 5. 46(1H, dd, J=4. 3, 22. 9Hz), 
5. 30 (1H, d, J=49. 1Hz), 4. 74-4. 57 (3H, m). 
[01 14] &f$M6 : 2.-7>VHrxx- a -D-7?\fSi/M-l-ttX7ai— b~^bV^^l^X] 

-^^^j4-e^^bfc3, 5-0-> ? -<^>* ? ^/V-2-7/V^-ti- a -D-77^>/Wl- 
{\f*-2-i/7S^ s 5~;\')ftX7zz.— H5£V;R 1= Bz, R 2 =CH CH CN] (590mg, 1 

2 2 

. O8mmol) ^^/-;WTHF(1 : 1, 6mL) KjgfllU 28%T^~T* (6mL) £ 
JPx., £i&-T?ll$rai*#Ufco «SKS**b*:«, 28%T^^T*(10mL)^Px. 
% ^fi-C— Bfe»#U^o g$fc£:S*U aS^7K(20mL)^P^. £*LSrB»^A' 
(20mL)T*gfe^bfc o *JB«rl§|l&U 100mL*?«£Lfc o ^WSJiMI 
J3g(H^b#%hSSi, PK216, NaM, 30mL) fc:iljg£l2\ *Sr«*U SMUt^* 
£273mg(99%)#fCo 
[0115] 1 H-NMR(D O, 500MHz) 5 ppm:5. 70(1H, dd, J=6. 9, 9. 8Hz), 5. 02( 

2 

1H, d, J=50. 5Hz), 4. 26-4. 17(2H, m), 3. 87(1H, dd, J=3. 2, 12. 4H 
z), 3. 74 (1H, dd, 5. 3, 12. 4Hz). 
[0116] -6^0117 : 2-~7>V3rxx- a -D-T^tV^/V-l-*^^— h [^i] 
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*^7s- HjSVjR^Bz, R 2 =H](2. 8g, a*iLT3. 38mmol)£^7— /V(7 
OmL) [Z^MU 28%T^^T7K(70mL)^P^, ^TCl. 5B#|ffl»#Uiu £k 

, a^7K(50mD icmmistio zn&mm^si'(ioomL)x*2\Eiffifru 

, zm&mmuto mm\^r±v^{iomu 20) ^p^ ±mm^m^tco 
3^/-/v-e2iHi**u m&r. soxix^mm&mvxmmik&wvmfc&i. 36 

g#*l 0 

[0117] X H-NMR(D O, 500MHz) 6 ppm:5. 71 (1H, dd, J=6. 9, 9. 9Hz), 5. 02 ( 

2 

1H, d, J=50. 3Hz), 4. 27-4. 18 (2H, m), 3. 88-3. 71 (2H, m). 
[0118] -^#18 : 9- {2-y;V^rn- 0 -D-T^fcV^A-) Tf=^> [iSlI ; B = 7f^V] 

1. 0My^/hy~n-:/^/Kr^<DTirh~hy/H§*&(2. 8mL, 2. 8mmol)(C 
^rU^y— ^4A(126mg)S.TJ ? hy-n-^/VT^V(0. 67mL, 2. 8mmol 
)^Px., ^-t?l^F^«#b/c„ Ht7b7-n-/f;V7^=^A3-^K(0. 8 
7g, 2. 4mmol)^Px., ££>^10#^ 3, ;\ — 2—~7A / $m— a — D 
-T^tVv'/Wl-:/n5K[*£lII;R 1 =Bz, X=Br] (0. 2g, 0. 47mmol)<£>Ti?h— 
hy/V^(2mL)^TLfc„ ^a-e2NF^^#b^, ^^^a§U-C^VNfc„ 

;»<s:^j£T-titfigu mm*mm^;\'(20mL)xttiMv,tz. o #mm%o. inm 
mx3mm&u m^mm-rhu^x^mu ^m^m^tc 0 mm^^^/v 

^h>-(5mL)^^U y^(0. 74g), ^rU^y— V— ^4A(0. 2g)^r*P^.80 

^•/K20mL)T^tbby u Co ^«^-C^L, &*«^hy^T*i£^Uc:^ 
^^*LT^S^^oa^#fc:(HPLC^:56. 4%, a/0 =7. 3)„ 
[0119] rfrSr^/— (4mL) teJgflPU 28%T^^TtK (2mL) ^P^l, ^?fi-eiB#Ri3 
S#bfc 0 $b^28%T^=T7K(2mL)^Px., ^fi-e-life^bfco ^ffiTT* 
^SrWicU (20mL) KmMl-tCo ZhZmm^fr (50mL)X2m&. 

7K^^0iixbfco ^ffT-eTK^r^b, a^20mM y^^y^^fff&c 
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20mL, pH7. 6) tCg&fcU T-r~^(54mg, 0. 4mmol) JtOWV^V^'K* 

-7*rs74H>9*- (PTFE, 0. 45|»m)'C5m 6^40mLO7K^^P^> 
^ODS^7^^n-x'h^7^-(40mL, 0~5%TirN^y/^-*) K-OfilKU 
aSSte^£$t&<DS£ifl£LT50mg (*fTy^^l&^46%) #fc 0 
[0120] 1 H— NMR (DMSO— d , 500MHz) 8 ppm:8. 26(1H, d, J=l. 7Hz), 8. 17( 

6 

1H, s), 7. 36 (2H, brs), 6. 41 (1H, dd, J=4. 6, 14. 1Hz), 6. 15 (1H, br), 
5. 25(1H, br), 5. 22(1H, dt, J=4. 3, 52. 7Hz), 4. 47(1H, dt, J=4. 5, 1 
9. 4Hz), 3. 86-3. 84 (1H, m), 3. 68-3. 63 (2H, m). 
[0121] -8-J$#J9 : 9- 0 -D-77kVV/V) Tf^V KlI ; B - 7r->"] 

yv^(2. 8g, 28. 2mmolh ^^-=cy— ^4A(2. 0g)£T-feh^HJ/V(10 
mDt^iiU 0 < C't?M;-n-^/VT^>'(l3. 4mL, 56. 4mmol)#n;t^i&-eiB# 
50«#bfc o ifi^h?-ir-^f/V7y*=!7A3-^K(8. 7g, 23. 5mmol)£ 
MtL, $£>»;ilO#gU 3, 5-0-^y^-2-7;WtD-a-D-77t7^;V-l- 
^t^KKlIIjR^Bz, X=Br](2. Og, 4. 7mmol)OTi?h-hy/Mg$c(20mL) 

SIIU aiSSr^^/Kl50mL)-e**WbfCo tiS^O. lNi£^-C3[I!i5fc#U 
M*^^hy!7ATi£MU jg#|«:e*Ut, ^m%:^^9-^h>(50mL) \Z 

])>m(7. 4g), ^>4A(2. 0g)^Px.80 < C"C2NFF^*# 

Lfc 0 *JS4&«r£iflLTIfc*U!:«, }&$;£gicUto ^Sr^^/V(150mL) 

fc(HPLC##f:67. 4%, a/0 =3. 1) D 
[0122] ZtlZ^y—sl' (40mL) &£*§fi?U 28%T^^TtK (20mL) ^P*:. ^M"C1 

[0123] ^<D^S^^Ofi^(Dl/2*^20mM y^#y?.Ai^K$t(l00mL, pH7 
. 6)lzmMU Ty i ^^(270mg, 2. Ommol)S.^y^^^>K^*y^— t? 
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*-(PTFE, 0. 45jam)"T?5iaU 5^150mL^7K^^M^, igjBODSTJ 
JJ&mW??*— (200mL, 0— 5%T-feb^hy/V-7K) fcTWKRU 
StM^^iTb £LT18 lmg 0#T^:/ W34%) #fc 0 
[0124] 1 H— NMR (DMSO— d , 500MHz) 5 ppm:8. 26(1H, d, J=l. 7Hz), 8. 17( 

6 

1H, s), 7. 36 (2H, brs), 6. 41 (1H, dd, J=4. 6, 14. 1Hz), 6. 15 (1H, br), 
5. 25(1H, br), 5. 22(1H, dt, J=4. 3, 52. 7Hz), 4. 47(1H, dt, J=4. 5, 1 
9. 4Hz), 3. 86-3. 84 (1H, m), 3. 68-3. 63 (2H, m). 
[0125] &f&M 10 : 2, 6-v ? T5/-9-(2-^/V^a- 0 -D-T^fcVvW) :/y >- [i&I ; B = 2 
, 6-v>T^/^y>-] 

-a-^!l9-C#fc*a2-^/V^-n- a -D-77t7v';Wl-^7x- h [^I] <£> 1/2 
*£20mM y^^yi7^M«^(l00mL, pH7. 6)fcl$g#PU 2, 6-v^T^y^y 
^(300mg, 2. 0mmol)^^y^^l/^-iXK^*y9— if 2000^-^^/ 
WSrin^ 50*0-06 H ra#gLfeo K^Sr^^7^iib(PTFE, 0. 45mm), 
Z>m&150mL<D7kmmz.M&&, i£fBODS#5^n^^:7^— (200mL, 0— 

-*jt%/79 ^W4o%) #fc 0 

[0126] 1 H— NMR (DMSO— d , 500MHz) 5 ppm:7. 81 (1H, d, J=2. 4Hz), 6. 79 ( 

6 

2H, brs), 6. 18 (1H, dd, J=4. 2, 16. 5Hz), 5. 89 (3H, brs), 5. 20 (1H, br 
), 5. 10 (1H, dt, J=3. 7, 52. 6Hz), 4. 39 (1H, ddd, J=3. 7, 4. 5, 18. 2Hz 
), 3. 82-3. 80 (1H, m), 3. 79-3. 60 (2H, m). 
[0127] &f$mil :9-(2-^/V^-n- i 3-D-T^tVv'/V)^T-^[^:iI;B=^T-^] 

2, 6-^T^y-9-(2-^V^-a-/3-D-T^tV>'/W)7 P y^(61. 2mg, 0. 21mm 
ol)£50mMhy*i£^»?£(20mL, pH7. 0)KMMU Tf/^fT^t-^i 
71a^yWS:JP^., ^m-ei. 5l$|ffl«#Ufco SlS«Sr»^9>7-f^— (PTF 
E, 0. 5/im)t?5iiU 60mL7km-WUZ.m&l'tLo ^tV^tBODS^^A^n-rh^ 
7^-(80mL, 0-2%^^^*) KTttiSU ^S^^^fe^^ 
LT60. 4mg(HX^100%)#/Co 
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[0128] 'H— NMR (DMSO— d , 500MHz) 8 ppm:10. 50 (1H, brs), 7. 80(1H, s), 

6 

6. 54 (2H, brs), 6. 13 (1H, dd, J=4. 2, 16. OHz), 5. 94 (1H, d, J=4. 5Hz 
), 5. 11(1H, dt,J=3. 8, 52. 4Hz), 5. 08(1H, t,J=5. 7Hz), 4. 37(1H, d 
d, J=3. 9, 17. 8Hz), 3. 82-3. 79 (1H, m), 3. 66-3. 57 (2H, m). 

[0129] -S-J&0U2 : 2-T^/-6-^nn-9-(2-7/V^-n- 0 -D-T^kVv'/V) ZfV ^[^11 ; 
B = 2-T5;/-6-^£m^y V] 

HJi#!|7-e#fc3ffi.2-7/V^-n- a -D-77t7^;Wl-^7i- h[^I](200mg 
, 0. SmmoD^rSOmMy^^y^Ai^W^dSOmL, pH7. 5)fcl^fl¥U 2-T^/ 
-6-^na7 B y^(170mg > 1. Ommol) R^V^^U^h^^V^—' fcfflfiSNi 
% 3519^-^h)^PXL, SOnc-CW 0 Wfrgbfco RlS*^^^^^— (PT 
FE, 0. 45/im)-C*>iflU ^^rlOmLOTK^^MS^. i£fiODS#9i»^n-r 

h^7^-(20mL, o-5%r-fehnhy/^)^-cj|t$siLs MMik&m&mc 

[0130] 'H-NMR(D O, 500MHz) 6 ppm:8. 20(1H, s), 6. 31 (1H, dd, J = 3. 9, 1 

2 

7. 4Hz), 5. 24(1H, dt, J=3. 1, 51. 2Hz), 4. 56(1H, dt, J=2. 2, 18. 2Hz 
), 4. 10-4. 07 (1H, m), 3. 92-3. 82 (2H, m). 

[0131] 1 3 : 2-T5/-9- (2-7/V^-n- j3 -D-T^fcV ^y ^ [5£ll ; B - 2-T^ 

y^y^] 

-^^^!l7-e#7t&2-^/k^-n- a -D-T^tf /vvV-l-#^:7cn— K5£l](200mg 
, 0. 5mmol)^r50mMy^^7y!7Ai^®^(50niL, pH7. 5) U 2-T5/7 9 

y^(135mg, 1. OmmoD^^y^^^i/K^^y^— if CtfiSfsfi, 1517^ 
yWSflbnjfc, 50^-^9 0 Haf£gUt, WtGM&Xs7 s rs74fl'9-' (PTFE, 0. 45 /i 
m)-C3iflU ^>^6mLC07K^^^, iS»+BODS^9A^n^h^7>f— (40 
mL, 0-5%T-fe^hy/k7k)^T^L, tR®ffc^&87.3mg(;tt2-r^:7 , y>' 
ifc^32%)#fc„ 

[0132] X H— NMR (DMSO— d , 500MHz) 6 ppm:8.63(lH, s), 8. 18(1H, d, J=2. 

6 

2Hz), 6. 64(2H, brs), 6. 50(1H, br), 6. 3l(lH, dd, J=4. 4, 15. 2Hz), 5 
. 19(1H, dt, J=4. 1, 52. 6Hz), 5. 15(1H, br), 4. 43(1H, ddd, J=4. 0, 4 
. 9, 18. 3Hz), 3. 85 (1H, q, J=4. 9Hz), 3. 70-3. 62 (2H, m). 
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[0133] -£-/&#!|14 : 2-7/V^-n-9-(2-^/V^-n- 0 -D-T^tVv'/W) Tf—^ttll ; B= 
2-7;VtoTT-y] 

^^)7T*#fc3S.2-7/V^-n- a -D-T7fcV^7V— l-ajc*7 K^I](76mg, 
0. 2mmol)^5mMMJ^^^(60mL, pH7. 5)I^U 2-7;l/tn7f 
^(44mg, 0. 3mmo0&t/7 p y>'^^V'^-VKafv^*y7— ifOlfiBNff, 722^-s/ 
WSrAP*., SOIC-C 5HW#*b*^ RJ&m&^Zf?^^*— (PTFE, 0. 45 /z 
m)-e^o©U 5^30mLO7K^^f3^#, i^ODS^A^n^h^:^— (4 
OmL, 0-5%T-feh=hy/^)^T^$iU «ffiffc-a4&&39. Omg(^2-7;^n 
Tx^>ljX^45%) #fc 0 

[0134] 1 H— NMR(DMSO— d , 500MHz) 5 ppm:8.24(lH, d, J=l. 9Hz), 8. 00- 

6 

7. 80(2H, m), 6. 29(1H, dd, J=4. 6, 13. 8Hz), 5. 98(1H, d,J = 5. 1Hz) 
, 5. 22 (1H, dt, J=4. 2, 52. 6Hz), 5. 10 (1H, t, J = 5. 6Hz), 4. 43 (1H, dd 
d, J=5. 0, 9. 4, 18. 9Hz), 3. 85(1H, dd, J=4. 9, 9. 6Hz), 3. 71-3. 61( 
2H, m). 

[0135] ^/&#|15 : 9-{2-7;V*xi- 0 -D-T7tV^/V) ^T->-[OT;B=^T^^] 

U^(48. lg, 0. 49mol)^Wdr^— ^\x4A(38g)?rT-feh=h!;/V(160 
mL)(c!Sli©U0 < C-ehy-n-^/V'T^^(233. 9mL, 0. 98mol)^Px.^a-ei^F 
m&WUto ^at'Th^-n-^f/VTy^^^Aa- ^K(151. Og, 0. 41mol)£r 
j&llx., $£>t::iO#gL 3, 5-0-^i//^;W2-7;uto- « -0-77^/^-1- 
^n5K[^Cni;R 1 =Bz, X=Br](34. 62g, 0. 82mol)<DTi?h~by/Mg?£(240m 

mmu a^(c*(2oomL)^Dx., wm^/Heoomu^mmmu^ mmm 
)immu v^mmo. esi^m^sox^x^mmmw^ mm&m&u mmz 

zK(lL)£r;Dn&, gfcg£^/WlL)T*20ttmUt> #»S&M>!k«IE^hy*A-e£; 
Itfct, *§*fiE&@£U 5-0-^^y-Y/1^2-7/V^-ci-a-D-T7fcVi/ 
/V-l-^7ai— HC^VjR^Bz, R 2 =H]?:#fCo 
[0136] rtlSrP^/— /V (600mL) l£i£fl?U 28%T^e=T7k (300mL) ^UX 
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1. 5B#Kjt#LfCo £ib^28%TV^-T*(300mL)£;bnx., ^MX— BfeSI#Lfc 

mL)T*2iii^L, Tkm&m&i'tco mBrx^^mu t^-?^?^?— (pt 

FE, 0. 45jum)-e<5o®#, 7K^Px.ffi.2-^V^-n- a -D-T^tV> / ^-l-^^ 
^— hD£l]7k*«(2. 5L, pH7. 5)£r#fc 0 

[0137] ^tn-2, 6-^7^/7^(15. 4 g> o. lmoD.s.^y^^i/^-v'K^^y^— 

%hM, SP206, 1. 4L, 0-20%^*/-^*) ^TSjtMU ^SiLT, 2, 6-^7*5/ 
-9- ( 2-^yV^n- /3 -D-T7 tViX/V) ^y ^ ; B = 2 , 6-^T^:/y ^] 
$t(3. lL)&#fco 

[0138] ^(^y^-7Km^y^A(8. 4g)SrJP^ lN7K^b^y^A-CpH7. 3tCpSb 
Sr#^^T-pH4(^|gL, K*»|||^9A(H^{b^lt»l, SP206, 1. 9L, 0-15 

%^y-/V7K) icxmmu nmfc&m&meL<o&&tL>x7. 8 g (HPLc^99 

%, #2, 6-v ? T^/^y^JR^27%)#fc„ 
[0139] #^J1 

(i) ^yv^^i/^K^^y^-^^M 

^K^Og/L, g£S^:3^l0g/L, JfrffcW^ASg/L, ^lg/L, 1 

00/z g/mLOT^fc°iXy^^Wi~S^#^^100mL^ > ^§§sp9-l 17298^§-<£ 
^{C|E«<D^&^^V>f|^b^m^^^-pTrc-B56^^-r5^mjMl 
O9r P Trc-B56j^1fi0L, 37X:XmW^^Vti 0 
[0140] 4Xl0 8 'f@/ / mL^^Lfc^t?> ^^^^Slmmol/L^^^^t-IPTG^ 

ssanu 3iK37x;x5mmMWLmm&mirfro mmmr&. ii^Hto, ooox g 

, lO#W)ICj:0*Mttfl*@JftU 20mL©«W«(50mmol/L, hy*i£^» 
?&(pH7. 8h5mmol/L EDTA, 0. 1% Triton XIOO^W) IdSiBUfco WW 
il^^^Slmg/'niLt^S.t^^y^— ^SrAP^L, 37 < C-eiNFra^1-S^ 
i:-e^ff<EiftfrSr»«$*,H^5S^Ht(12, 000x g> io^PQ) ^iOMft^SSE 
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[0141] (2)7f/i/^7 f 7^t-^lS 

^!7>V20g/L, ^Sni^lOg/L, mk~rhVVJ±5g/U f/^—Xlg/U 1 
OOm g/mLOTV-t^y^^^-r^^^lOOmL^. #^^5-219978^ 

^m^JM105[pDR-add]^mb. 37 c CT-igSi&#U u Co 
[0142] 4 X 10 8 ^/mU;iiiLfcB#,&-e, ig^t^^SO. lmmol/L£#5J;5 

zrnimu ^sT^smmmmmm^mm^ mmmr^, it^mo, ooox 

g, lO^) lU:9i^|gtt:£|HlJteU 10mL©««?R(20mmol/Lhy>Maife(pH 

lt, M^3t^iH(2, ooox gx io^w\cxv)mi^mm^m^tc 0 ^^(-l 
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29 



PCT/JP2004/015712 



[1] ^(I): 
HO- 



V V"OP0 3 H 2 



HO F ( j ) 

[2] 3; (III): 
Wk2] 



.R: 



R 1 d F (III) 

T^$tv52-^^rv--2-^/^nT9t:V--^^^#i:^P7k^U-C^: (IV) : 

r V"oh 

R 1 0 F (iv) 

S:(v): 

MM 



R 1 0 



~^ 0 ^" l OP0 3 R 2 2 



R 1 d F (v) 
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o) 

r V"OPo 3 h 2 

HO F (I) 

[3] 3S(III): 



R 1 0 



R 1 6 r (III) 

xm^fh^2-^^y-2-y/p^nr^y-^mm^m.m^^r.})^m^ 

Wb7] 



R 1 0 



~^ 0v ^OP0 3 R 2 2 



R 1 6 F (v) 

o) 
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5£(V): 



-ir> r 



OP0 3 H 2 



(V ) 



[5] 5£(I): 
Mb9] 



Wbio] 



Wbii] 




(i) 




(V ) 




(i 1) 
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v-T^/S, T^/^v'S, TA=^>^> ^A^h^ TA3vMA#;/hS, Ty 

-as, Ty-/^^^s^.^>TyS35^^}m5®^^^i-^7 p y^S-cfc 

[8] 



Mbl4] 




(I) 



T'^ttS a-l-y^>^b2-7 ^ ^->-2-7/^^-^T^tV^KX^i^:(V , ) : 



Mtl3] 



HO 
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Y 




H6 f (vi) 

ti^m^^mmmx^mir^t^mti-^. ^(vid : 

Wbis] 



o 




(VII) 



[9] 2-7^-6-1^^^2, 6-i?T$y7T^x»h%m#immm.<nm&&o 

[10] ^^^ft^dST'T^— ^T?*>5it^8XW:9lB*©*i3g«feo 
[11] 5£(I): 
Htl6] 




WO 2005/040181 



34 



PCT/JP2004/015712 



Mki7] 



HO 



OP0 3 H 2 



HO F 



(V ) 



Mfcis] 



[13] %9^**s?—^iMS*y^m*9^**s?—^1hZ>m ^iiX«i2|Bife^aS 



o 




(VII) 



